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(54) PULSE RELEASE TYPE PREPARATION 

(57)Abstract: 

PROBLEM TO BE SOLVED: To obtain a pulse release type preparation capable of rapidly 
releasing a drug at a desirable part in the digestive tract even when the drug is administrated at 
high doses or is slightly soluble by coating a core substance containing the drug and a water- 
swelling substance with a film comprising a specific polymer mixture. 

SOLUTION: This pulse release type preparation is obtained by coating (A) a core substance 
containing (i) a drug and (ii) a water-swelling substance with (B) a film containing (iii) an enteric 
polymer and (iv) a water-insoluble polymer. On this preparation, it is favorable that the 
difference between T 10 and T 90 in Japanese pharmacopoeia disintegration test second 
solution is not more than 3 hr. Further on this preparation, it is favorable that the formulation 
amount of the component ii in the component A is 1-29 wt.%, the coating proportion of the 
component B is 1-200 wt.% and, in addition, the weight ratio between the components iii and iv 
is 95:5 to 5:95. This preparation is effectively applicable to a high dosage drug administrated at 
a single dose of more than 0.2 g or a slightly soluble drug with a water solubility of not more 
than 0.01 g/ml. 
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7:3-2: 8 ^ISHrt-CfcSo w<DiE^it^^»J$ 

H»tt#y-r-OB^Jt**:i«<i-SC4:^J:0. 
[0028] *3p«ttaKy ^— ;fcJ:tfl*Stt3«y^-* 

1-2 0 oaa%<DiSHi^i^^ii^"rsn^fit>^, » 

* L< 112-5 0fiS%. b V L< ^3 — 5 0 

[0 0 2 9] Ltc^oX. ±!2ftia^S^#. jKBI*^ 

*^*tt#y^-£»«tt#y ^— ^JB^**?*, j^fli 
[0030] 7^^^i, m*fa\z 

SAMSKKIR— «K (pH6. 8) ^rffl 

^xmmnmz'n<ot=.m&. ti o msij 

*?omm<o\ 0%dsjJcttJStt*^^KL^ii»IB) i:T9 

[0 0 3 1 ] *fc*»M<oaWJ{-*3^Ttt. ftBl+^a 
-^-f^^JB*, #«PJ, UBSfiJ. "Tfflffl. »«*J»*s 
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St) s y (|^n p p^ ; N A A — 174^ 0* 

iSSl) . ^fryy^^y^, ir^y-/u (Sp°p 
« ;NAA-4 4L 0 tSttSfctf ?>*L*o * 

;u s ^ofy, rtyh, =i^--/k -mtmm<niz 

yyt* (OPALUX) mifib*) * AttWlcttAJB* 

fc-fS) »#*>*fe>*LS. BMHPJiLTtt. 
[0 0 3 2] pJM^JirL-m, «^if;i^7^i/- 

ir^>. t°u^^y =i-/k #y uy^y =— 
(Dmm^mm^mmmn. mm&m<Dftmxmm 

^ 3r ~> ^ 3vHr ;UP-x^;k>^§ *nS«J H £ ^ ^ 

;ut/uu-^ t ^ y - ^ y fvu 

^ /Hr /u d — x # > £ A 3: ^ ^ /Hr p — 

* t * * y a« ■ y /^^^^^a^*^-a# 

[0 0 3 3] *$8W<&SBPJfi. |g»*5j:t^*ll»j|Ht«b« 
Sr^triSfeWUi, *^*tt#y^-*5j:t/)!l*tt#y^ 
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[0 0 3 4] »«iS«[^J:-5t#li, IS 

10 »JBiS3K»*^S:fflt\ SftTC^«^fltt 
[0 0 3 5] tt*3ttt^J:5i:#f±, Xfe *KiM±4fe 
-^o^^p-z^^^a u — * — ftif^ffli^Tig^-Tti, 
[0 0 3 6] = — T 1 ^ V-^KlJ: 

[0 0 3 7] ^7t, ^n-^^^^f-^^xfi. ^ 
JBISftfw^T. Affi. !7j/^^ftif^Jnfl»t3:j:?>«itt 

[0 0 3 8] ^iSttftfi*i: LTfi, «*.ffiB*SL«l. 

-5, RJNP-7, ^d^>-h?±K) »»S*S<7>3*^ 
SffiM (ffip D p^ ; / u/u- 10 3, ^ p ^ v h ?± 

[0039] i&mw&&Mt-rz>m&\^te. iym 

^i-f&C. »«R#Jftif4:*iniLffi»fiRaiUX«»J 
fci-ixtf«t<, Wfc, #«SM«Wfc*rJilE*ife 

Tfc«t^o SfeJwfi, Ktt. #aSWJ**D**±Eirffi 

[0 0 4 0] »P>Jxfc«»W«>* 3 F»tt#y^— *5J:t^ 
so B»*tt#y^-**tfJSeBH-J:5«Wi, 7K^I4^y 
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t - & x xfimm&tf y ^ - * m - <omm t> l < *± 

So 

[0 0 4 l] 4^?m&<r>mSkh Ltd #"Jx. 

7"n/V-/K n-^y— /K 2 - ^ h * / — 

-^h^^^y-zu- (Sp^ ;-feoy/^ M-Oj^ 

x/k R^:/^/^*^/^^^;*^/^. -fyyoe 

[0042] »*L^i8Stfi. r/i^-zHg, 

[0 04 3] >-^i£®£ 
ffll^Xfr;ttfJ:<. ^-r^y^gl^Wirlt 

«5 0 30 

[0044] *>< Lxmbtiz>*¥%w<?>mm±. t<D^ 

[0 0 4 5] 40 

i*'L-«e»Si=— -^-f (CF, 7D^yhli 

fit) «rfflv\ y>v*wu-i0 3 (7P^yhi*» 
150gl:, J&^jffliSift (fi^3 6. 1 g, TC-5E 

fil) 2 4 g**-3i^y-/Hft-&tt (3i^y-/l^f* : 
2 511%) 7 7 6 gl-SWS S:«Sf Lfes&s 
f)s W/Mr/3 6 0 g, ECG5 0 5 (#/Ud?3r 

^f/i^t/wp-x^/py^ x rgl 0 °pi) 40 g oi 
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[0 0 4 6] xf;l,t;H3-7 x ^ K7*y K L 1 0 

- 7 7 - rttaa «r*-^*y--/Mtt-s« 

y-^fi: 8 oli%) CM^ItTn-T^y^ 
^rH^L : 1- 5li% ^-f 

K7^yhL10 0M:3. 5li%) , ZtiZM'b 

[0 0 4 7] »6*tfc»#J^o^-C, m+E.&lEB*m 

^fll (pHl. 2) , S2i(pH6. 8) £rffi 
l\ 3 7t, '<K/MaHESl 0 0 r prn^fm^ 

[0 0 4 8] 5Am«KRIBltt (phi. 2) ^(rio 
i^Xfi. 1 OWIB*<!IHfc*ttlULftj&^oft. (HI) 0 
[0 04 9] PJam«RKfB2ft (pH6. 8) 4^:^ 

SrJWHLfc (HI 2) 0 

[0 0 5 0] *a«?PJfis WPIB^ttillfc*^^^!!: 
Xfc* 0 

[0 0 5 1] ««**agftS*5Ci:(cJ:9 7^ 

* ^ J> t> S8M k S * 5 C t t> tB X 6 0 
[00 5 2] tb«W 1 

(3 : 2, vXv) MmZ-tX^-^r 
4 y^I«L (m^/Hr/Un— : 6. 4li 

%x # A'ZWlJSL : 1. 311%) , Ctt^js^SSlM^ 

- 2 r><^tr&m.$:m^x. mmmixmhtiti 
^; y^tS^S i 8 o g c«Sp -r ^ y^ i, 
5-30 S*%^4KffH«L«:»^. 
[0 0 5 3] }#Wc»l»^o^x PM«tjtJMfe& 
(/<K/wfe) BAMSKSkSR2» ( P H6. 

8) Srfflv\ 3 7t, ^.F/«|l00rpmO|ft 

[0 0 5 4] Aa^«HBi*lc«Wft-f6r 

[0 0 5 5] ttfeW 2 

a-WSjlp-r^ym (CF, 7P>fyM* 
K) 4rfflv\ 7^^-103 (7D^fyhIli) 
150gi:, (6113 6. lg x TC-5E 

S) 24 g ^7X™^^ y — /uis^iR y ~/^a : 

2 511%) 7 7 6 glcjSWS^rfcS*) ^ffl^^ 
Ky?;u/^ y2 2 5 g^ttLTte^-f^ 
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[0 0 5 6] xf /uir/uo— * v *--f K7^5/KL10 

o (p< ^r^ y ^ • ^ y /ug^y^/u^m^^s 
8 0lf%) {zmm^^rr^-'T^ 

^Ml (xf/Hr/i/P-7lg: 1. 511%, 
K7^y hLlOOlS: 3. 511%) . wfbSrifrfc 

t^Il 8 0 g|:«a-f-f KS*5- 3 

5 lt%^«iSS^»/c 0 

[0 0 5 7] f^ti«SJ^o^t, PASttiRRS; 10 
(a*K/HH lcfi£i\ BAmsKRJB2ffi (pH6. 
8) 3 7t, ^K/«SlOOrpm^fr 

[0 0 5 8] *St»J«, SftKfJwTKWfflittoSf^Ba^ 

[0059] $mm 2 

t^K7^ry hRS (T* y /U^l^/U . ^ ? T ? V >v 

BM^- >^r^ y/w&iBft: h y y f/ur >^e-£i* 2 o 

\/ — J*'77—^#M) s HPMC- 
AS (t Ko^i/^pe/M^t/UP-^r-fef-h 

(^y-/u^l: 8 011%) IC^^^r-C^-^r^ 
>^«SrW»U (t/K7^^hRS«g: 3. 511 
%, HPMC-ASfiS: 1. 511%) . C*a£3a'L> 

U 5li%(DSSlt^t#fc 0 
[0 0 6 0] UliStRI 3 so 
xf /ut/un-X, K7=^5/ h L 1 0 0 - 5 5 

y /m • y ^Kxf-/p#i^f|c, a . ^ 

1:8011%) Ci»Hr^7^^I«L 
(^/M^na— : 1. 511%, *"-f h*7=¥y 
h L 1 00 — 55 MR : 3 . 511%) > Cfr&ifrMK 

*/u^^v^#a:(fciri 8 o g \z.mm^-"r^ >-^u 

[0 0 6 1 ] 4 40 

»^«»S!3— x^SH (cf, 7P>fyhii 
Si) *fflt\ 3 (7P^f>FItl) 

150gC x m&Mm& (6Sff 3 6. 1 g. TC-5E 

2 511%) 7 7 6 gfciSW Sr"JWL<cds 
^yK^'//3 6 0 g, ECG 5 0 5 
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^^f/Ut/UP-^^/Uy^A, 3EMb b pM) 4 0gc0 

[0 0 6 2] xf/Ut/l/P-^ % K7^y KL10 

0 ^T^ y /ug£ • * y /ug^y ^vu-^fi-frtt:. 

i/-^.7 7-7ttK) 

;-/U4I:8 0lt%) ^jgWS^T^ — 7^ V^ffi 
^111 (xf/Hr/Up-^M: 1. 511%, *4 
K7^yhL10 0«S: 3. 511%) . r*tSr»4j 

^t^f 180gCifp-7^y^U Sl$2 0 
[00 6 3] 

[oo6 4] ^7t, *mw<omm&\ ^mwp^mm 
[0065] *&m<Dmmn* Bzmt>mmt& 

5 0 

[El] *mm&WM (ECG5 0 5) ^W^WSr 
^^/Mr/l^u — ;*^^ K7^T7 hL100 

ft«-c»« L^aswj^ 0 mmmumm im ( p h i . 
2) fwsu*i^ifc^7 7 0 

[02] 7k^Pf£^« (ECG5 0 5) ^*S^KSr 
xf/Hr/un-x^-f K7^rs/ hL 1 00 ^-attS 
&«-e»«U3fe:a!t*iO0SiW«K»»2fflE (pH6, 
8) *-e<0«ffl*ib*^Lfc^9 7 0 

[[El 3] 7K!!»ffitt«lK (ECG5 0 5) ^^S^S^^ 

O0iliMlS2i (pH6. 8) *-C^*ttJ*«iS: 

/i^p-^^^ K7^s/ h L 1 0 0**fr-r3ft«-Ctt 
«UfcflSWJ^0»»«K*JR2« (pH6. 8) $>T*(D 
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